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1. (original) A compound according to formula I 




wherein 



R 1 is selected from the group consisting of Chalky I, C^haloalkyl, Cj^alkcnyl, C3- 
*alkynyl, C3.7 cycloalkyl, Ci_ 3 alkoxy-C]- 3 alkyl, phenyl and benzyl, wherein, 

said phenyl and said benzyl optionally substituted with one to three substituents 
independently selected from the group consisting of Ci^alkyU Ci. haloalkyl, 
C^alkoxy, Ci^haloalkoxy, Ci^lkylthio* nitro, halogen and cyano; 
R 2 is phenyl or pyridyl optionally substituted with one to three groups independently 
selected from the group consisting of halogen, cyano, C,^alkyl, C^alkoxy, Ci. 
^alkoxycarbonyl, and CGNR 6 R 7 ; 
R 3 is substituted Chalky!, substituted C| ^alkoxy-Cj^alkyl, substituted C 3 ^alkenyl t C*.? 
cycloalkyl, optionally substituted d. alkoxy, (CHiXR 5 , CI l(OI l)R 5 , -<CI l^-O- 
(CH 2 )pR s , NR<R 7 , C(=Y)Z, -X(C=Y)Z or Ila-c; 



said alkyl, said Cm aikoxy-Cjo alkyl and said alkenyl are substituted by - 



-NR 6 R\ -C(=Y)Z, -X(C=Y)Z, CN, -S(OVC,«alkyl; -S0 2 NR*R 7 , - 

S0 2 NHNH 2l or 

•NR 6 S0 2 -C,^ alkyl; 

said alkoxy is optionally substituted by -OH, -NR^R 7 , -C(~Y)Z, "X(C=Y)Z, 
-S(OVC M alkyl; -S0 2 NR 6 R 7 or -S0 2 NHNH 2 ; 

R 12 is hydrogen, C^alkyl or ~C(-Y)Z; 




wherein, 



on, 
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R 5 is a phenyl or a heteroaryl ring according to formula Illa-lllh; 

\ 

(Ilia) 

N 

(Illi) 
wherein 

X 1 is selected from the group consisting of -R ,t, C=CR ,Pa - i ~0% 'S% NR 6 - and <HR 6 ; 

X 2 is selected from the group consisting of -R ,0 C=CR 10 *-, -0% -S% and 
-CHR*-; 

X 3 is selected from the group consisting of hydrogen, hydroxyl and thiol; 

R ,w and R 10n are independently are selected from the group consisting of 
hydrogen or alkyl optionally substituted with one or two substituents 
independently selected from the group consisting of hydroxy, Ci^alkoxy, 
thiol, C]_6alkylthio, Ci^ alkylsulfinyl, Ci^alkylsulfonyl, halogen, amino, C|. 
6 alkylamino, C|_sdialky (amino, ammo-Chalky I, Ci. 3 alkylamino-Ci_3alkyl, 
and C|_3dialkylaniino-Ct.^alkyl; 

said phenyl and said heteroaryl ring optionally substituted with halo, *OR 6 , - 
NR*R\ 

-C(=0)Z, -X(C=0)Z 

R 4 is d^alkyl, C 2 ^alkenyl, C^alkynyl, C 3 . 7 cycloalkyl, Ci_ 3 alkoxy-C|. 3 alkyl, -(CH 2 ) n R 11 
or ^(CH 2 ) 0 -O- (CH 2 )pR"; 
wherein, 

said alkyl, said alkenyl, said aikynyl and said cycloalkyl are optionally substituted by 
-OH, 

'OR 6 , ~NR*R\ -C(-Y)Z, -X(OY)Z, -S(OVC,. 6 alkyl, -S0 3 NR 6 R 7 or- 
S0 2 NHN11 2 ; 




(mb) (iiic) (Hid) (nic) 




(lllg) («lh) 
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R n is a phenyl or a heteroaryl ring selected from the group consisting of pyridinyl* 
pyrimidinyl pyrazinyl, pyrrole, imidazole, pyrazolc and Ihiophcnc, said 
heteroaryl ring and said phenyl optionally substituted with one to three groups 
independently selected from the group consisting of halogen, cyano, C1-3 alkyJ, 
C|.j haloalkyl and C^alkoxy; or R u is N[(CH 2 )2]2W wherein W is selected from 
the group consisting of NR 6 , (Clh),, N(C=0)Z, CHOR ft , CUR 6 , CI INI IC(=0)Z 
and CHNR G R 7 ; 
n, o, p and q are as defined below and s is 0 or 1 ; 
R 6 » R 7 , R 8 a!nd R* (i) taken independently arc selected from the group consisting of 

hydrogen, Chalky I, Ci^hydroxyalkyl, C,. 3 ^lkoxy-Ci_3alkyl C|. ? alkylamino-C]. 3 alkyl 
and Cj.j dialkylamino-Ci^arkyl or (ii) when both R 6 and R 7 arc attached to the same 
nitrogen atom they may be taken together, along with the nitrogen, to form a 
pyrrolidine, piperidine, piperazine or morpholinc; 
X, and Y are independently O or NR 6 ; 

Z is hydrogen, hydroxyl, C^alkoxy, NR 6 R 13 , d^alkyl, C|. 3 alkoxy-C,_jalkyI wherein R 13 
is R 7 or phenyl optionally substituted with one to three groups independently selected 
from the group consisting of halogen, cyano, C,. 3 alkyl, dohaloalkyl and Ci^alkoxy; 

n is 0 to 3; 

o and p are independently 0 to 4 and o + p < 5; 
q is 0 to 2; 

k, rl and r2 are independently 0 to 4, and 5 > (rl + r2) > 2; and, 
acid addition sajts, hydrates and solvates thereof; with the proviso that when K A is -(CHj^R 1 \ 
n is 1 and R 11 is substituted phenyl, R 2 is other than unsubstituted phenyl. 



2. (original) A compound according to claim I wherein: 

R 1 is selected from the group consisting of Ci^alkyl, C]. 6 haloalkyl, Cwcycloalkyl, Cj. 

3 alkoxy-C u alkyl and optionally-substituted phenyl; 
R 2 is optionally substituted phenyl; and, 

R 4 is Q-6 alkyl, C3-7 cycloalkyl, (CH^R 11 or -(CH 2 )o-0-(CH 2 )pR n ; wherein, 

said alkyl and said cycloalkyl are optionally substituted by-OH, -OR 6 , -NR 8 R\ 
-C(=Y)7:or -XCC=Y)Z; 
R n is a phenyl optionally substituted with one to three groups independently selected from 
the group consisting of halogen, cyano, Ci.jdlkyl, CujhaJoalky] and C|. 3 alkoxy. 



A 
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3. (original) A compound according lo claim 2 wherein R 3 is substituted alkyl, Ila-c or - 

(CH 2 )„R 5 wherein R 5 is Ulu-mh, 

4. (original) A compound according lo claim 2 wherein R 3 is -(CH 2 ) n NR 6 R 7 t -(CI l 2 ) n C{=0)Z or 

-(CH 2 ) rt XC(=0)Z. 

5. (original) A compound according to claim 1 wherein: 

R 1 is selected from the group consisting of Chalky), Ci. 6 haloalkyl, C 3 _7cycloalkyU Cj. 
3 aJkoxy-Ci.3alkyl and optionally substituted phenyl; 
R 2 is optionally substituted phenyl; and, 
R* is C^alkyl, C,. 7 cyc]oaIkyl s -(CHa^R 11 or -(CH^rO- (CH^R 11 ; wherein, 

said alkyl and said cycloalkyl are optionally substituted by -OH, -OR*, -NR 8 R 9 , 
-C(=Y)Z, -X(OY)Z; 

R u is a heleroaryl ring selected from the group consisting of pyridinyl, 
pyrimidinyl pyrazinyl, pyrrole, imidazole, pyrazoic and thiophene, said 
hcteroaryl ring optionally substituted with one to three groups 
independently selected from the group consisting of halogen, cyano, 
C|_ 3 alkyl, Cjohaloalkyl and C^alkoxy. 

6. (original) A compound according to claim 5 wherein R 3 is substituted Ci^ alky], Ila-c or 

(CH 2 ) n R s wherein R 5 is Illa-IIIb. 

7. (original) A compound according to claim 5 wherein R 3 is (CH 2 ) n NR 6 R 7 , (CH 2 ) b C(=0)Z ) or 
(CH 2 )„XC(=0)Z. 



8. (original) A compound according to cJaim 1 wherein: 

R 1 is selected from the group consisting of C^alkyl, C^haloalkyl, C^cycloalkyl, 
Cf.3alkoxy-C N3 aIkyl and optionally substituted phenyl; 
R 2 is optionally substituted phenyl; and, 
R 4 is C,. 6 alkyl, C V 7cycloalkyl, -(CH 2 )nR n or -(CHiVCMC^)^ 1 ; wherein, 
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said alkyl and said cycloalkyl are optionally substituted by -OH> -OR 6 , -NR fi R°, 
-C(^=Y)Z, -X(C=Y)Z; 

R n is N[(CHa)j2W wherein W is selected from the group consisting of NR\ (CI Ij)* and 
N(C=0)Z ? CHOR\ CHR 6 CHNHC(=0)Z and CHNR^ 7 . 



9. (original) A compound according to claim 8 wherein R 3 is substituted Ci* alkyl, Ila-c or 
(CH 2 )nR 5 wherein R 5 is Hla lllh. 



10. (original) A compound according to claim 8 wherein R 3 is -(CH 2 )dNR 6 R 7 , <CH 2 )hC(=0)Z 
or -(CH 2 ) rt XC(=0)Z. 

11-16 (canceled), 

17* (original) A pharmaceutical composition comprising a therapeutically effective quantity of a 
compound of formula I 




I 



wherein 

R 1 is selected from the group consisting of alkyl, C^haloalkyl, C^alkenyl, C 3 . 
6 alkynyl, 

C3-7cycloalkyJ,C|_3alkoxy-C|^alkyl, phenyl and benzyl, wherein, said phenyl and said 
benzyl optionally substituted with one to three substituents independently selected from 
the group consisting of Chalky!, Ci^haloalkyl, Ci^alkoxy, Ci^haloalkoxy, Ci_ 6 aJkylthio, 
nitro, halogen and cyano; 

R 2 is phenyl or pyridyl optionally substituted with one to three groups independently 
selected from the group consisting of halogen, cyano, Chalky!, C^alkoxy, C|. 
oalkoxycarbonyl, and CONR 6 R 7 ; 

R 1 is substituted d-6 alkyl, substituted Ci.iaIkoxy-Ci. 3 alkyl, Substituted C3^1kenyl, C3-7 

cycloalkyl, optionally substituted C,. 6 alkoxy, -(CH 2 )„R 5 , -CH(OH)R 5 , -(CH 2 )<>-0- 

(Cl l 2 ) F ,R 5 , -NR*R 7 , -C(=Y)Z, -X(C=Y)Z or Ua-c; 
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— (CH 2 ) — (CH^^O — (CI! 2 ) k V^N. 

(Ila) (lib) (lie) 

wherein* 

said alfcyl, said C,.;jalkoxy-C,.*a]kyl and said alkcnyl arc substituted by -OH, 
-NR 6 R 7 , -C(=Y)Z, -X(C=Y)Z, CN, -S(0) tr C,^a1kyl ? -S0 2 NR*R 7 , -S0 2 NHNH 2 ,or 

-NR 6 S0 2 -C,. 6 atkyl; 

said alRoxy is optionally substituted by -OH, -NR 6 R 7 , -C(=Y)Z, -X(C=*Y)Z, 
-S(OVCi^alkyl; -SCJ 2 NR 6 R 7 or-S0 2 NHNH 2 ; 

R' 2 is hydrogen. C^alkyl or -C(=Y)Z; 

R 3 is a phenyl or a hctcroaryl ring according to formula IIIa-IITh; 




(Hia) (nib) am oiid) am 




aiio (nig) aiih) 

wherein 

X 1 is selected from the group consisting of R ,u C=CR 10o f -0-, -S-, -NR 6 - and 
-CHR 6 ; 

X 2 is selected from the group consisting of R^OCR 10 *, -O-, -S-, and -CHR 6 -; 

X 3 is selected from the group consisting of hydrogen, hydroxyl and thiol; 

R ,u and R 10fl are independently are selected from the group consisting of 
hydrogen or Ci_a alkyl optionally substituted with one or two subslituents 
independently selected from the group consisting of hydroxy, Q^alkoxy, 
thiol, Ci^alkylthio, alkylsulfinyl, Ci^alkylsulfonyl, halogen, amino, Ci_ 
6 alkylamino, Ci^dialkylamino, amino-C|. ? alkyl, C|. 3 alkylamino-C,.3alkyl, 
and C,. 3 dialkylamino-C|. 3 alky]; 

7 
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said phenyl and said heteroaryl ring optionally substituted with halo, -OR 6 , -NR 6 R 7 } 
-C(-0)Z, -X(C=0)Z 

R 4 is C^alkyl, Ca^alkenyl, C 2 ^alkynyl, C^cycloalkyl, Ci. 3 alkoxy-C,.3alkyl, -(C^JR 11 
or 

-(CH 2 VO-(CH 2 )pR n ; wherein, 

said alkyl, said alkenyl, said alkynyl and said cycloaJkyl are optionally 
substituted by -Oil, -OR 6 , -NRV, -C(=Y)Z, -X(C=Y)Z, -S(0) Q -C,. 6 ancyl, - 
S02NR 6 R 7 or -SOjNliNHj; 
R n is a phenyl or a heteroaryl ring selected from the group consisting of pyridinyl, 
pyrimidinyl pyrazinyl, pyrrole, imidazole, pyrazole and thiophcnc, said 
heteroaryl ring and said phenyl optionally substituted with one to three groups 
independently selected from the group consisting of halogen, cyano, Cio alkyl, 
C|.j haloalkyl and C,. 3 alkoxy; or R n is N[(CH 2 )*bW wherein W is selected from 
the group consisting of NR 6 > (CH 2 ) 5! , 
-N(C=0)Z, CHOR 6 , CHR 6 CHNHC(=0)Z and CHNR*R 7 ; 
n, o, p and q are as defined below and s is 0 or 1; 
R 6 , R\ R 8 and R 9 (i) taken independently are hydrogen, Ci^alkyl, Cj^hydroxyalkyl, Cj. 
3 alkoxy-C,^a)kyl C^alkylamino-C^alkyl or Ci^diaJkylaraino-Ci^alkyl or (ii) when 
both R 6 and R 7 are attached to the same nitrogen atom they may be taken together, 
along with the nitrogen, to form a pyrrolidine, piperidine, piperazine or morpholine; 
X, and Y are independently O orNR 6 ; 

Z is hydrogen, hydroxy!, C,^alkoxy, NR 6 R 13 , C^alkyi, C^alkoxy-C^alkyl wherein R 13 
is R 7 or phenyl optionally substituted with one to three groups independently selected 
from the group consisting of halogen, cyano, Cualkyl, Ci^haloalkyl and C^alkoxy; 

n is 0 to 3; 

o and p are independently 0 to 4 and o + p < 5; 
q is 0 to 2; 

k, rl and r2 are independently 0 to 4, and 5 > (rl + r2) > 2; and, 
acid addition salts, hydrates and acid addition salts, hydrates and solvates thereof, with the 
proviso that when R 4 is (CH 2 )„R n , n is 1 and R 11 is substituted phenyl, R 2 is other than 
unsubstttuted phenyl, in admixture with at least one pharmaceutical ly acceptable carrier or 
diluent sufficient upon administration in a single or multiple dose regimen for treating 
diseases mediated by human immunodeficiency virus or for inhibiting HIV. 

********* 
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